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Claim 1 (Original) 

1. Benzodiazepine derivative of fomtula I: 




in which 

the dashed lines indicate the possible presence 
of a double bond; 
10 Hi represents optionally halogenated 

(Ci-Cia) alkyl, optionally halogenated {Ci--Ci6) alkoxy, 
halogen, nitro, hydroxy! or {C£-Ci8)aryl (optionally 
substituted with optionally halogenated (Ci-Cio) alkyl, 
optionally halogenated (Ci-Cn)elkoxy, halogen, nltro or 
15 hydroxyl) ; 

n represents D, 1, 2, 3 or 4; 

Rz and Rs represent, independently of each 
other, hydrogen? optionally halogenated (Ci-Cia) alkyl; 
(Cl-Clg)alkoxy? (C€-Cia)aryl; (Cs-CieJaryl {Ci-Cia) alkyl; 

20 he t er oary 1 ; he t er oary 1 ( Ci -C12 ) al ky 1 ; ( C«-Ci 8 ) ary Icxy ; 
(C6-CiB)&ryl (Cx-Cis) alkoxy ; heteroaryloxy ; or 

heteroaryl(Ct-Cii)alkoxy; in which the aryl and 
heteroaryl portions of these radicals are optionally 
substituted with halogen, optionally, halogenated 

25 {Ci-Ci2)alkoxy, optionally halogenated {Ct-Cij) alkyl, 
nltro and hydroxyl; 

R4 represents hydrogen, (Ci-Cib) alkyl or 
lCfi-Cia)aryl, the said aryl group optionally being 
substituted with halogen, optionally halogenated 

30 (Ci-Cia)*lkoxy. optionally halogenated (Ci-Cij) alkyl, 
nitro or hydroxyl; 

X represents 0 or -NT in which T represents 
a hydrogen atom, (Ci-Cij) alkyl, (Ce-CiB)aryl, 
{Cfi-CiB>aryl(Ci-Ci2>aikyl or (Cs-Ciajarylcarbonyl; 
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Hi. repreaentB tCi-C;a) alkyl ; 

hytooxy tCi-CiaJ alKyl ; (Ca-Cu) axyl (Ci-Cu J alkyi / 

(Qi-Cu) cycloalXyl (Ci-dj) all^l) . ICs^Cij) cycloalkenyl- 
(Ci-Ca2)alkyl; heteroaryKCi-CuJalkyl ^ optionally 
5 substituted with one or mors aubatltuentfl Su as defined 
below; (C3-Ci2)cyeloalkyL optionally aub&tituted with 
0X0 and optionally fused to (C6-Ci8)aryl, the assenbly 
optionally being eubstituted with one or more 
c\abstituentB 8u as defined below; a group -CHj-CR^sCRhRc 
10 (in which R., and are choaen. Independently, from 
(Ci-Cia)alkyl, (Cj-Cul alkenyl, hydrogen and 

(C«-CiD}aryl) ; a aroup -CHA-CO'-Z {in which Z represents 
optionally halogenatad (Ci-Ctfl)alkyl; optionally 
halosenated {Ci-Cia}alkoxy j CC)-Ci2) cycloalkyl t 

15 lCs-CLa)cycloalkyl optionally subs ti tut ad with oxp and 
optionally fused to (C6-c„)aryli 

(Ca-CiB}axyl (Cj-CuJalkyl; (Cs-Cu) aryl (Ci-Cii) - 

alkoxycarbonylarolno(Ci-Cia)alkyl in which alkyl is 
optionally subatituted with 

20 {Ci-Cij) alkoxycarbonyl <Ci-Cta) alkyl ; {C1-C12 \ alkojQ^- 

carbonyl ; CCi-Cia) alkoxycarbonyl tCt-Cw) alkyl ; 

{Cfi-CioJarylj (Ca-Ci$)aryl fused to an unsaturated 
heterocycle optionally Eubetituted with 0x0 ; or 
he tsroary li- 
as the aryl, hetsrocycle, oycloalkyl and heteroaryl 
portions of these radicals optionally being substituted 
with 'halogen; hydroxyl; optionally halogenated 
. {C1-C12) alkyl; Optionally halogenated (Ci-Ciajalkoxy; 
nitroi cyano; (Ci-Cij)alkylenedioxy; (Ci-Cia) alkyl ene; 
30 carboxy(Ci-Cij) alkyl; CCj-Cu) alkenyloxy; optionally 
halogenated (Ci-Ci2}alkyl8ulphonyloxy; cyano (Ci-Cu) - 
alkyl; -Cy-alk-NH-SOa-Ar in which alk rapreBante 
^Ci-Cia) alkyl, Cy representa (CjTCii)oycloalkyl 
optionally eubgtituted with one or more eubstituents Su 
35 aa defined below and Ar represents (CB-CiB}aryl 
optionally substituted with one or more substituants Su 
as defined below; -alk-Cy in which alk and Cy are as 
defined above; (Ci-Cu) alkoxycarbonyl (Ci-Cu) alkoxy ; 
tCi-Cij)alkoxycarbonyl(Ci-Cii>alkyl; saturated hetero- 
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«ycI-« optionally substituted with oa© or more 
subBtituenta Su as defined below; 

CCi-Cij) alkylcarbonyloxy ; fCi-Cia)alIqrlcarbonyl amino ; 

optionally halogenAtqd (Ci-Cu) alkylthio; (Ci*Cia)alkyl- 
5 carbonylQxy(Ci-Cia)alkoxy; a group of formula: 



in which p=0. 1, 2, 3 or 4 and in whidh St ie 
{C6-CiB)axyl optionally BubBtituted with one or more 

IQ subBtituantB Su aa • defined below; 

{Ci-Cia)alkOKycarbonyl; (C^-Cib) arylthio optionally 
substituted with one or more substituenta Su as defined 
below; (C>-Cia)cycloalkyl optionally eubatituted with 
one or moro sub^tituanta Su as defined below; 

15 -Cy-CO-O-alk in which alk and Cy are aa defined above; 
-alk-Cy-alk'-NH-CO-alk" in which al5t and Cy are as 
defined above, alk' and alk" represent. Independently 
of each other, (Ci-Ci2)alkyl; -NRO-co-alk' -Hat in which 
alk' i9 ae defined above, R*' represents H or 

20 (Ct-Ci3)Blkyl and Het representa heteroaryl optionally 
substituted with one or more aubatituente Su as defined 
below; di (Ci-Ci2)alkoxyphoaphoryl{Ci-Ct4>alkyl; or 
(GB-Ci8)aryl optionally substituted . with ' one or more 
Bubsticuents Su as defined below; (Cs-CiB)aryloxy 

25 optionally substituted with <me or more Bubatituante Su 
as defined below; (C6-Cii)aryl fused to an unsaturated 
hcterocycl© opclonally aubatituted on the heterocycle 
portion with 0x0, the aaaenibly optionally being 
aubatituted with one or more aiibotituents Su as defined 

30 below;' (C«-Ci8)arylfCi-Cta)fllkoxy optionally substituted 
with one or inore aubatituents Su as defined below; 
{Ci-Cift}arylfiulphonyl optionally substituted with one or 
more aubatituehta Su as ' defined below; 
{C8-Ci8)aryl{Ci-Cis)alkyl in which aryl is optionally 

35 substituted with one or more aubstituents Su as defined 
below; (Cc-CLs}arylcarbonyl optionally substituted with 
one or zcrara aubstituents Su as defined below; and 
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10 



15 



20 



25 



30 



A represents a hydrogen atom, a (C^-Cxilaryl 
group optionally Bubatituted with one or more 
8va>8bituent9 or (Ci-Ci2)alkyl}; 

or alternatively R4 and R5 together form a group 
-CRfiBCR,- in which CRe is linked to X and in which: 

F4 represents a hydrogen atom; (Ci-Ci8}alkyl; 
(Cj-Ci,) cycloalkyl f (Cs-Cib) aryl ; cathcxy (Ci^Ci2> alkyl ; 
(Ci-Cia) alko>:ycarbonyl (Ci-Cu) alkyl ; heteroaryl ; 

(C4-C18) aryl (Ci-Ci2> alky 1; and hateroaryl (d-Cu) alkyl; in 
which the aryl and hetaroaryl portions oC these 
radicale are optionally siibBtituted with (Ci-Cu) alkyl, 
(Ci-Ci2)alkoxy, hydroxyl, nitror -halogen or 
di (Ci-Cij ) alko>«yphosphoryl (C1-C12 ) alkyl; 

Rt raprBBents a hydrogen atom? hydroxyl; 
di CC1-C12) alkylamino (Ci*Cu > alkyl ; optionally halogenated 
(Ci-Cii) alkyl; carboxyl; carboxy (Ci-Cu) alkyl optionally 
aubstituted with amino; (C|-Cl3^ ttlkoxycarbonyl? 
(Ce-CieJarylf hetaroaryl; <C6-Cia) aryl (Ci-Cu) alkyl; or 
h©teroaryltCi-Cia) alkyl? " (Cs-Cialaryl fused to an 
uns'aturated heterocycld, optionally Bubetituted on the 
heteroeycle portion with 0x0; tCj-Cu) eycloalkyl; 

in which the aryl, heteroeycle, cycloalkyl and 
heteroaryl portions of these radicals- are optionally 
BUbatituted with halogen: hydroxyl; 

hydroxy tCi-Cia) alkoxy ; optionally halogenated 

(Ci-Cij) alkyl; optionally halogenated (Ci-Ci^lalkoxy; 
carboxyl; ICj-Cijlalkoxycarbonyl; nitro; cyano/ 
cyano (Ci-Cu ) alkyl ; (Ci-Ci9> alkylcarbony loxy ; 

(Cj-Cia) alkyl sue; (Ci-Cij^alkylenedioxy; . CCL-Cn)alkyl- 
thio; ICa-Cia)arylthio optionally substituted with one 
or more substituants Su as defined above; 
di (C1-C12) alkylamino; a group of fomtular 



in which p = 0, 1, a, 3 or 4 and in which St 
representa lC«-Ci«>aryl; -alk-Cy-NH-SOz-te in which alk 
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represents CCi-Cij)«lkyl, Cy represents 

fCj-CiircycloalT^sn optionallliy svOSstituted with one or 
more subBtituents Su a& defined below and Ar represents 
(Cfi-Cialaryl optionally auhetltuted with one or wore 
5 eubatituenta Su as defined below; -Cy-alk-NH-SOi-Ar, in 
Which Cy. alk and Ar &re as defined above; -alk-Cy in 
which alk and Cy are a& defined above; 
-alk-Cy-alk'-NH-co-alk" in which alk and Cy are aa 
defined above and alX' and alk" represent, 

10 independently, (Ci-Cia) alkyl; dl (Ci-Cii) alkoxyphos- 
phoryl(Ci-Cia)alkyl; (Cg-Cie)aryl optionally Biibatituted , 
vrith one or mora aubetttuents Su as defined below; 
(Cg-Cielaryloxy optionally substituted with one or more 
sobscltuents Su as defined below; tC«-Cie)arylcarbonyl 

15 optionally subSClcaced with one or niore substituents Su 
ao defined, below; (Cs-Ci8)aryl sulphonyl optionally 
substituted with one or more Bubstituente Su as defined 
below; (C6-Cio>aryl (Ci-^Cia) alkoxy in which the aryl 
portion ie optionally substituted with one or more 

20 substltuents Su as defined below; saturated heterocyole 
optionally substituted with one or more subatituenta Su 
as de£ined below; (Cj-Cu) aryl (C1-C12) alkyl optionally 
substituted with 'one or niore sutostituente Su as defined 
below; 

25 Su is chosen from hydroxyl^ halogen, Cyano, 

nitro. optionally halogenated (C1-C13) alkyl and 
optionally halogenated (Ci-Cij^alkoxy; 

or alternatively Rs and together form a C3-C12 
alkylene chain optionally interrupted with a nitrogen 

30 atom which is optionally substituted with (Ci-Cn) alkyl . 
or (C«-CiB)aryl or (C«-CtB) aryl (Ci-Cia) alkyl, the ring 
formed by CR6=CR7 optionally being fueed to {Ctf-CjsJaryl 
(the aryl • portions of those radicals optionally being 
.substituted with halogen r nitro, ' hydroxy 1, optionally 

35 halogenated (Ci-CiaJ alkyl or optionally halogenated 
(Ci-Cu5alkoxy) ; 

with the exclusion of the con^poundE of formula I In 
whloh X - S; n = 0;. represents methyl and R3 

represents a hydrogen atom; R4 and Rs together £orm & 

group -CRs<«CRi- in which CRs is linked to X, Re and R? 
together £orm a -(CK3})- or -(CHi>4- chain or 
alternatively Rg represents a hydrogen atom or a propyl 
group and Rt is a phenyl group optionally substituted 
5 with -OCH] or a hydroxyl group; 

and the pharxnaceutically acceptable salts thereof with 
acids or ba&es. 
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Claim 2 (Original) 

2. Compound according to CXaim 1, characterized In 

that X repcesents -NT In which. T is as defined in Claim 
10 L and and Rs together form -CRg-CRi. 
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3« (Am«oded) Compouad according to Claim 1, characterized in that represoitr a hydrogen - 
atom. 

4. (Amended) Coxnpoimd according to Claim 1, characterized bi that represents a hydrogen 
atom or a ( C^-Ciq) aryi group optionally substitu^ wifli halogoif (Ci-t^) alkoxy, optionally 
halogeoated (Ci-Ca) Atkyi, nitro andliydroxyl. 

3. (Amended) Compound according to Claim I, characMri^ed inthatnisOoilaiidRi represents 
a halogj^ atom. 
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6. (Amended) Con^imd aecoiding to Ckiin 1, characterised in (hat X represents 3; 

Ri r«pTe^m&9 a hydrogen atom; 

Rs raprasenta (Ci-C<lalkylr- hyiJTCJcy (Ci-Cslalkyl ; 
(C6-Cw)ftryl(C4-C,)*lkyli (C$-Cb) cy<;Xoailk«nyl(Ci-Ci)alkylj 
or lAoxazolyKCi-CfUlkyl' optionally substitutftd with 
one or more (Ci-C«>alkylB; -CJJ2-CR*=CR^R« in which la 
a hy<Jros«i atoia. (Ci-C|)al3tyi or CC|-Cio) aryl, Si, is 
[Ct-CsJ aikyl or « hyArogan at«a . and Rc repraaencs a 
hydrogen aton or • (Cj-Cio) aXXenylr a group -CHj-CO-Z in 
which z repr«a4iit8 <Ct-Cia)alltyl, 

CC<-Cii>)aryI{Ci-C«lalkyl, 5- or fi-n^niberad hdberoaryl or 
(Cf-Ciii)aryl optionally £u«ed to a S- to 7-menibered 
aromatic or unsaturafced haterocyelay the aryl' and 
hetaroaryl porttona of theea radioala optionally b«iiig 
subHtitytsd with halogen. hydroxyl, {Ci-C«)Blkyl, 
(Ci-Ci)alkoxyi • nitro or ^C|-CiQ)aryl ' (optionally • 
BUbaSitutad with balpgart, optionally haloganated 
(Ci-C«}alkyl, optionally haloganacod (Ci-Cf)alkoxy or 
nitffo) ; 

or altemativaly R4 and togethar torn a group 
-CRfitiCRf^ in which 

reprasants a hydrogan atom, {Ci.-Ce)alkyl, 
(Ci-Clo)Ai^I (optionally antbstitutad with halogen* 
hydrospyl, nicro, (Ci-GsUlkyl or tCi-Ci > alkoxy ) , 
C(icboxy(Ci-C8)alkyl, or <Ci«Cf )alkiOxy- • 

carbonyl tCi-Ci> alkyl ; * and 

Rt r^resenta 'a hydrogen . atbxn; hydroxyl; 
di(Ci-C<lalkylftinino{Ci-C<)alkyl; tCi-Cio)alkyl; 
(C17C6) alkoiQ^earbonyl; (Ci-Cxol aryl j hateroaryl ; 

<CB-CioJaryl(C)-Cf)alkyl; tha aryl and heteroaryl 
portions of these radicals optionally balng subscitutad . 
with [Ci-Ct)alkoxyoarbonyl/ halog«nt hydro;cyl, 
(Ci*Cc)alkyli {Ce-Cxo)aryl, (this radical optionally, 
being cubscltuced with halogen, optionally haloganated 
(Ci-Ct)alkyl, (Ci*Ct)alkoxY . or nitro} or (Cf-Ciolaryl ■ 
£us«d bo a 5- to 7-membarad aromatic or wBaturated 
heterocycle coinprieing one, tvo or three endocyclic 
hataro atoms chosen from 0, H and 6; or altamaclvaly 
Re and 'Ri together form an alkyl«n« chain interrupted - 
with a nitrogen at am optionally aubstituted with 
CC»-Cig)aryl(Ci-C6)alkyl in which the aryl portion la 
optionally Bubfltiti»tBd ' with halogen* optionally 
halogenatad (Ci-C^lalkyl. (Ci-Cgtalkoxy, hydroxyl or 
nitro. 
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7. (Aitwndad) Compound acemding to Claim l. chaiacterized in that X represeats -NT; and R4 
and Rj together fonn a group 'CR^-CR;- in which reproacnts a hydrogen atom and R7 
represents hydroxyl or (Cs-Cjo) aryl optionally substituted with halog«a , mtro» hydroxyl, optionally 
balogeiiAted (CrQ) alkyl or (Ci-C«) alkoxy. 

Claim 8 (Original) 

8, Conpound according to Claim 1/ chosen from: 

35 3 - (biphenyL-4-yl) 6-dihydrothiazolo(2, 3-bJ - 

1 f 3-benzodi.azepine ; 

3 - C2-f uryl ) , 6- dihydrothiazolo 1 2 , 3-bl -1 , 3- 
bensodia cepine; 

3 - 1 4- { et:hoxycarboxiyl ) phaxiyl ) - 5 , fi -dihydro - 
thiazolo- (2 , 3-b] -1 , 3 <-ben2oaiaEepin«; 

1- { 2 - f uryl} -2- ( 4 , 5 -dihydro- 3ff- 1 , 3 - 
benzodiazepine-! *yl sulphaitty 1 > « thanone ; 
S 1- (biphenyl-4-yl) -2- (4, 5-dihydra-3lf-l, 3-benzo- 

diazQpine- 2 -yl eulphamy 1 ) e thanone ; 

3- (biphenyl-3-yl) -5, fi-dihydrothxawloia. 3-bl - 
1, 3-benzodidzepjLnd; 

l>i3/4-dihyaroxyphenyl) -2- (4, 5-dihydro-3H-l, 3- 
10 benzodiazepine'* 2 -ylsulphairyl ) ethahone ; 

3-13^ 4-dihydr oxyphenyl } - 5 , 6 -dihydro- 
thLazoLo[2,3-b] -l^B-banzodiazepine; and 

3- (bipbenyl-4*y 1} -7-c]iIoro-5, S-dihydx-o- 
thiazolo [ 2 , 3 -b ] - 1 , 3 -ben z odiazapine . 



Claim 9 (Original) 
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15 9» Process for preparing a compound of fozTmila I 

according to Claim 1, ia which X repraseata S; and 
aad do not together form -CR««CR7-f coinprising the 
react:ion ot a thione of formula IZ: 




in which;' 

Ri« ti, Rjr R} and R4 are aa defined in Claim I, 
with a halo derivative ot formula III: 

25 

Hal^-Rj III 

in which R» is -as defined in Claim 1 and Hal^ is a 
halogen atom, optionally halogenaced 

30 {Ci-Cj)alkylBulphonyl or (Cg-CjoJarylsulphonyl opcionally 
substituted in the aryl portion with (Ca»C«)alkyl. 

Claim 10 (Original) 

r 

ia« Procesa according to Claim 9, characterized in 
that the thione of formula II is reacted with an a-halo 
ketone of formula IVa: 

z-co-CHa-Hal* iva 

in which Z is aa defined in Claim 1 and Hal' is a 
halogen atom, so as to obtain the corresponding 
5 coRipounds oE formula I in which Rs represents -CHa-co-Z. 

L 1 . (Amended) Process according to Claim 9» lito comprisiog the alkylation of a compound of 
fomittla ! obtained aooonling to the pioceM of Claim 9 or CSaim 10 in whichlU reptesente a 
hydrogen atom using a sui^abls alkylnting agents so as to obtain the corresponding compound of 
fQnnulaIinwhichR4 represents (Ci-Cn) alkyl. 



Claim 12 (Original) 
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12. Prccesfi for prsparing coirifiQuiids of formula I 
according to ClaixA Ij in which X xepresencs B and R4 
15 and Rs together form a group -cr^scr?-, comprising the 
reaction of a thione o£ Cormula Ila: 




20 in which Ri, R2 and are as defined in Claim I. 
with an a-halo ketone of Cormula IVb! 

R7-C0-CHR«-Hal* IVb 

25 in which Rb and R7 are as defined in Claim 1^ and Hal* 
represents a halogen atom, in a Ca-^Cs aliphatic 
carboxylic acid, at a teamperature of between 90 and 
130*C. 

Claim 13 (Original) 

13* ProcesB according to Claim 12, characterized in 
30 that the aliphatic carboxyllc acid is acetic acid. 



14. (Am«Eided) Frocew according to Claim 12, chant^zed in that the tein^ 
maintdned at between lOQ and 125 »C. 



Claim 15 (Original) 
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13 . Process for preparing ccmpounds of fonmila I 
according to Claim 1, in whicli X represents -I^IH, and 
Ra together form a group --CRs^cRt- and Ri is not 
hydroxyl, compriciiLg the reaction of a sulphide ot 
5 formula V: 




in which Tit Ri, R3 and R} are a& d&finad in Claim 1, Ri 
10 ' and tOf^rether forxrv. a -CRs^CRi- group and alk 

represents (Ci-C«)al]cyl. with a protected derivative of 
the Xetona of formula VI: 

NHj-CHRs-CO-Rt VI 

15 

in which the carbonyl group is protected with a 
protecting group that is labile in acidic medium, Ra 
and Ri being as defined in Claim 1, followed by 
treatment of the resulting conpound with an acid* 



Claim 16 (Original) 
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20 16 < ProceoB for pceparing conpoimds of formula I 
according to claim 1, in which x repreaenb^ "NT In 
which T iB not a hydrogen atom^ H4 and Ra together form 
a group -CR«=CR7; and R7 represents hydroxyl, con^jrlsing 
the reaction of a sulphide of formula V: 

2S 




in which n, Si, K7 and ft^ are as defined in Claim Ir and 
alX repreBents (Ci-C6>alkyl« 
30 with a derivative of - formula Vlllt 

HTW-CHRg-CO-Y VIII 

in which T and are as dafined in Claim 1 and Y is a 
5 leaving group, at a temperature of between 50 and ISO^C 
and preferably at a teirqperatiire of between 60 and 

17, Process according to Claim 15, also comprising 
the reaction of the compound obtained by carrying out 

ID the process of Claim 15, with a halogenated reagent of 
formula Hal-T- in which T represents (Ct-C«^alkyl j • 
(C6-Cip)aryl or (Ci-Cia) aryl (Ci-C<Jalkyl and Hal ifl a 
halogen atom* in the presence of a base* so as to 
synthesize the corresponding compound of formula X in 

IS which T represents (CL-Cdalkyl, (Cg-Cio)aryl or 
(Cfi-Cio) aryl (Ca-Cs) alkyl , 

Claim 17 (Original) 

1*7 « Process according to Claim 15, aleo compriaing 
the reaction of the compound obtained by carrying out 

10 the process of Claim 15, with a halogenated reagent of 
formula Hal-T- in which T represents (Ci-Ca) alkyl, 
(C6-Ci.o)aryl or (C«-Cio) aryl CCi-C«) alkyl and Hal la a 
halogen atom* in the presence of a baee, so as to 
Bynthesiae the corresponding compound of formula X in 

IS which T represents (Ci-Cs) alkyl, (Cg-Ciotaryl or 
{Ce-Cio ) aryl { Ci -Cb ) alkyl , 
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IS. (Amended) Phannaceiiticd composition coatembg an effe^ 

compound of formula (I) according to Claqn 1 , in combination with at Least one phaim&ceuticaily 
acceptable vehiole. 

1 9. (AmendBd) Uw of a confound of formula I aceordiag to C^aim 1 , fcxr th& preparation of a 
medicmal produot forpicvenliog or treating dyaiipidaemia, atheroBoIaosis and diabetes sfid iU ' 
compIicaCtona* 



Claim 20 (Original) 
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:20. Bemixodiazepine derivative of forotula I: 




in which 

tK6 daBhed lines indicate the poBsible preaence 
of a double bcmd; 

Ri represents optionally halogenated 
35 (Ci-CiB)alkyl, optionally halogenated <Ci-Ci«}alkoxy, 
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halogen, nltro, hydroxyl or (Cj-CiaJairyl (optionally 
substituted with optionally halogenated <Ci-C<) alkyl, 
optionally halogenated (Cl-Cq) alkoxyi halogeni Aitzo or 
hydroxyl) ; 

5 n represents 0, 1, 2, 3 or 4; 

R2 and represent! independently of «ach 

otHer, hydrogen; optionally halogenated (Cl-Ci») alkyl; 
{Ci-Cif)allcoxy; {Cs-Cid) aryl; (Cc-CioUryKCi-Ce) alleyl; 
heteroaryl ; heteroaryl (Ci-Cj) alkyl ; . (C<-Cio) aryloxy ; 

1,0 (C6-Cio)aryl(Ci-C*)alIcoxy; heteroaryloxy; or 

heteroaryl {Ci-'C«)alkoxy; in which heteroaryl repre&ente 
a 5- to 7-iTiembered aromatic heterocycle containing one, 
two or three endocyclic hetero atoms chosen from 0, N 
and 8f and in which the aryl and heteroaryl portions o£ 

15 theee radicals are optionally eubBtituted with halogen, 
optionally halogenated (Ci-Cc) alXo?^. optiohally 
halogenated tCi-C|)alkyl, nitro and hydrojtyl; 

R4 represents hydrogen^ (Ci-Cia}alkyl or 
(Ci-Ciijjaryl, the said aryl group optionally being 

20 substituted with halogen, optionally halogenated 
(Ci^Cg)alkcxy, optionally halogenated (Ci-Ce) alkyl, 
nitro or h/droxyl; 

X represents 5, 0 or -NT in which T represents 
a hydrogen atom, (Ci-Ca ) alkyl , (Ce-Cio J aryl , 

25 (C(-Cii) aryl (Ci-^Cfi) alky 1 or (Ca-Cio) ftryloarbonyl; 

Rft representa (Ci-Cia) alTcyl; 

hydroxy (Ci-Cia) alkyl ; (Cu-Cio) aryl (Ci-Ce ) alkyl ; 

(C}-Ce)cyQloalkyl {Ci"C«) alkyl; (Cj-C«l cycloalkenyl- 

(Cl-C6) alkyl ; isoxasolyl (Ci-Ce) alkyl optionally 

30 substituted with (Ci-C«) alkyl? a group -CH2-CR.=CRbRc in 
which Rt,4 Rb and Rc are chosen independently from 
(Ci-Cii) alkyl, (C2~Cj3)alkenyl, hydrogen and {C8-Cio)aryl; 
a group -CH3-CO-Z in which Z represents (Ci-Cig} alkyl, 
(Ci -Cfi ) alkoxycarbonyl , (Cg-Cia ) aryl I Ct -Cs } alkyl r 

35 (C<-Cio)aryl optionally- £used to a 5- to '7-]menibered 
aromatic or unsaturated heterocycle con^rising one, two 
or three endocyclic hetero atoms chosen from 0, N and 
S? or 5- to T-meirbered heteroaryl containing one, two 
or three endocyclic hetero atoms chosen from 0, N and 



Application/Control Number: 10/019,683 
Art Unit: 1648 



Page 19 



fi; the aryl and heteroaryl portions of these radicals 
opcionally h^Lnq substituted with halogen^ hydroxyl, 
optionally halogsnated (Ci-Celalkyl/ optionally 
halogenat«d (Ct-Ca)alfco9cy« xiitrot dilCL-Ct^alkoxy- 
5 pliosphoryKCi-Cg) alkyi or (C$-Cio)aryl (optionally 
substituted with halogen, optionally halogenated 
{Ci-Cc)aI3cyl, optionally halogenated (CL-CK)alko^, 
nit CD ox hydroxy 1) ; 

or altesrnatlvely R4 and together form a group 

10 -CAfisCRi- in which CRg is linked to X and in which 2 

Rb represents a hydrogen atom; (C3-Ci«)alkyl; 
(Cj -Cb ) eye loalky 1 ; (Cs-Cio I aryl ; carboxy ( Ca-C^ ) alkyl ; 
(Ci-Cj) alkoxycarbonyl (Ci-Ca) alkyl ; heteroaryl ? 

(Ci-C6)aryl(Ci-Cfi) alkyl? and heteroaryl (Ci-Cg) alkyl; in 

15 which heteroaryl represents & 5- to 7-inexnbered aromatic 
hecerocycle containing one, tvo or three endocyclic 
hetero atoms chosen from 0, n and & and in vhich the 
aryl and heteroaryl portions of these radicals ara 
optionally H\ibHtitnted with (Ci-Cfi)alkyl, CCi-Cfi) alkoxy^ 

20 hydroxyl, nitro, halogen or di (Ci'C6)alkaxy* 
phosphory 1 (Ci - C$ ) alkyl j 

R*? represents a hydrogen atom; hydroxyl; 
di {Ca-Cj)alkylamino(Ci-C») alkyl; (Ci-Cie) alkyl; carboxyl? 
(Ci-C$)alkoxycarbonyl; * (C«-Cjo) aryl; heteroaryl? 

25 (Ca-Cio) aryl {Ci-Cfl) alkyl; or heteroaryl (Ci-Ce) alkyl; in 
which heteroaryl reprsefinta a 5- to 7-ineznbered aromatic 
heterocycle containing one, two or three endocyclic 
hetero atoms chosen from 0, N and S and in \vhich the 
aryl and hetaroaryl portions o£ these radicals are 

30 optionally substituted with halogen, ' hydroxyl, 
optionally halogenated (Ci-Ca) alkyl, optionally 
halogenated (Ci-Ce) alkoxy, oarbos^l. (Ci-C«)alkoxy- 
carbonyl-, nitro, di (Ci-C(]alkoxypho8phoryl (Ci-Cq) alkyl, 
or tC8-Cio)aryl (this radical optionally being 

*35 substituted with hydroxyl 1 nitro^ optionally 
Halogenated (Cl-C») alkyl, optionally halogenated 
iCi-Cfi) alkoxy or halogen} or (Cs-Ci^jaryl fused to a 5- 
to 7-membered aromatic or unsaturated heterocycle 
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coniprlsiag otidi two or three tedoc/cllc hetero atoms 
chosen from N and €; 

or alternatively R« and together form a C5-C6 
alkylene chain optionally iAterrupted with a nitrogen 
S atom which ie optionally substituted with (Ci-C«J alkyl, 
or tC6'C]to)aryl or (Ct-Cifl)aryl (Ci-Cs)aUcyl, (the aryl 
portions o£ theae radicals optionally being substituted 
with halogen, nitro, hydroxyl, optionally halogenated 
• tCa-C«)alkyl or optionally halogenated (Ci-Ctf)alkoxy) ; 

10 with the exclusion oC the con^unde of forraula I in 
which X = S; n.- 0? Ri represents methyl and Rj 
represents a hydrogen atom? and R5 together form a 
group -CRe=CR7- in which CS* is linked to X, R* and R7 
together form a -(CMjJj- or -(CKj)*- chain or 

IS alternatively Re represents a hydrogen atom or a- propyl 
group and Ri is a phenyl group optionally substituted 
with -0CH3 or a hydroxyl group; 

and the phacnaceutically aCD^table salts thereof with 
acids or bases . 



